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(1) 

[18*82] *(2) 
[fc2] 



(5£*. R 1 {JtK^IIS-P. ;\nyyjg^ifc<ifi«7;l/ 
dr;PS£^U R 2 «±ru;i^. 2-r^;pr»J;i' 

x?n7W/y-2-f/P«, R'-Cft-i 
[lf#83 ] JM xmcVfrtET. 5* < 3 > 

[ft3] 



(3) 

*;I^£^U R 5 (±T^;l^^t. R 6 Ji*S?SO« 

KJE£-t*\ 5$ ( 1 ) 
Hfc4] 



"A 



0) 

df/l^£^U R 2 f±T'J^S. 2-T;^PT'J/k 
10 Bk y?n7M/y-2->(^K. R*-CH 2 -g 

V/±tz\i^ ( 2 ) 



Ht5] 



3d 



^/l^Sr^U R 2 tiT'J;^ 2-7/l^f/W7>J/P 
I. y?o7W/y-2- ■i/l-m. R*-CHt-m 
(R<lir&*£) Sfctt^/S^U R 3 <±*miK 

30 [0001] 

3' -t**^-2' . 3' -yfhH 

mm- z> tztbamfwt&te t lt i>^m~ct>z> t&bti 
tit -^mmnvJsi'Ycnr r a 

40 <om&t£.mm. mm. fiw-f^vstt. wmis 

[0002] 

6*£fct4«S:<^ Lfcfr'oT. *^aj!Ji. 

50 



=81^5-2 30 0 58 



m&izm-z t iz x *) 4 • -mmmz y 5 ? 

[0003] Lt^T, *3MlfcL * { 1 ) 
[-ffcG] 



0) 



meyss^j^i'*^ few* bora*. * 

* ( 2 ) 

Hfc7] 



(R«t±Tv-;i^) 4^j±^rys**L, R»tt**m 

S&K 'J 5 x> 3f ? F KflW-S COT* & . 
[0 0 04] Sfcfc. /WxKcoffftT. 
(3) 



■'A 



*/«£*U R 6 »±T^^^L. R 6 (±*i^m 
£053-1^ 5S ( 1 ) 



is?xiT)VJ}S>-2-4>vm^ R" CH 2 s 

tf/ltfcttiS ( 2 ) 
HtlO] 

o 

"Yx h 

R 3 0 _Al^ 

is9uT)V*t/y-2-4)Vm, R'-CH 2 -1 

y v<7ymkmizmt& . 
[ooo5] jiiT. xmizmmzmm-z . 

( l ) *%tycoittffa 

*wn<r>\k£W5.. m& ( i ) ( 2 ) ?m 

1- u &*<DR i ^RUim&mcokm~cbz>. R»r 

>K n-Tatf;k i -TntVK n-:/?-;K t-~f 
f-/k=Sr fc'O^S 1 - 5 gj&<07 
SrtS^fc R 2 TmtL&2-7fr*>VTV 
>vmt7 y 2 &<^gfc±E<oiffi»T;Mf 
#ALfct»*nr*»K tfcx«2-^^ry;K 2- 

xf-;ury;K 2-n-Tntr/l/7y;l^k'£0K-f& 
.Ii#T'#&. R2T^S^Si^^nT^y>-2- 

2- >f;k y^n^^/y-2-^^fc'^« 

R*T'^3*i&R 4 -CH 2 -gfcLT 
R" fc LTT-bf-;K 7nt^, 7f-'J>k X 
HlJk t^'n>f/U=S:k'<0K*S10aTcO)|gB6ftr^ 



b >f A* W«rSftT^A*£qrrs**«3crs £ t 

[0006] r 3 x-m ix&mm<?>mm±. zvv 
■*isY#mtnmmh tx^m^tLx^^x-hti 
tmfcisse^ft.srvi. *ftwicji. fyy^-A^yA. 

hyxf-A^yA. WfMV7ot^y;k >fV 

t a>^ y ;k * 1 - y^-A^ y 

A„ t^f-Ai^f-A^yA. t-7f;^'7i-^ 

^y/^t'o^y^^frr&TkKS. r-t-f-A. to 

bf^;K 'O-yA, tV*tMA, "OVW 

A, hA^MA, T-V4A. t7h-fWtW^ 

u». 

[0007] ( 2 ) *Hi!8£0ffiSffi 

KfiOffST. * ( 3 ) it&fokmkW miti&ak Zfc 
«3f**iktJt omw-sc: 5« (3) -ft 

m±. *m&>& < i ) airae ( 2 ) fc^feKORi-t-a 

3ft*^nyy«*JMI»7A*A«fc|iitfctf>*01 

a. r-fef-/K rnt^_/K rf-yA, ^vja s e 

AtKA&fc'^Miitfn 0jaT<3K«dS7^A**fcW: 

LXli. XftWcDjH ( 1 ) ( 2 ) •ffra9^<7)R 3 T' 

M^L&^UA££#ff .Teat 33:5$ 

( 3 ) tt£%?> -SWi&fcWfc^ftrC* •? , VvtffcaBR 

& (J.Qrg.Chem., 56,5401(1991)) . 
[0008] *»^>f aSft^fttt, * ( 3 ) 
JBSfc£Wi:»E5**«ri:fcJ: , ?5* ( 1 ) *Jilf/4 
fcti* ( 2 ) ft^S-WlT* 4 fc*>T**Ltt»fc:HIR 
Sfifcu. fcfc Hi. * < 1 ) *J J:tf/*fcJ« ( 2 ) 
tt-^+cDR 2 #7 'J ASifcli 2 - 7A*A7 'J AS 
TVA&5> («; r'JAf'J^f-A 
S^y&i:) . 2 — 7A3f A7 DfUisy V (M: 2-* 
■f-AT* »J A h "J ;* ^-A^ y s 2 -Xf-^7 'J Ah 'Jp< 

zm-t&zk&x-zz. ttz. a ( i ) iiitf/afc 

lift ( 2) ft^ifcOR z ^y^n7Wyy-2-f 
ASt^{±R 4 -CH 2 -S (RM±T^;PS) Ti>l.« 

^t-^A^y AX-rA. i'? o^t> b y ^f-A^-y 
Ax-rA&fc*) s 1 — TA^At*— Ayy Ax— tA 
(«; l-^f-Ah'-Ahy^-f-A^UyL-x-xA. 1 
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-xf-At* .xa h y p« *>vis y ax— r a& t' ) . 1 - 

TV — Ah'^A^'JAX-xA ( 1 -7i-At*^Ab 
'J *f-Av 'J Ax— rA&i: ) ^fc*»y 'J AX/-AX 
-^A£ffiJfl^&,rfc#T'£l>. Sfefc. 3« ( 1 > fci 

t//ifc(ia* < 2 ) {t&fa*e>RWsTJ&x'hzm 

h 'J ^ ^-A^ y A^7- F=5r 'J AxT- 

mt txii. mmtxx. =&txx%k'co>™yytt. 

10 [00 09] it (3) tt&foklim^mfc&fatnK 

bu. * { 3 ) itsm i * A»=*r lt^^m mtsm 

1-20 ft* A*tf A4 X&l - 1 0^t Affiffl I . £ 
h7t Fo77>^ri:) -100 — 7 0-CT'O. 

i - 1 o i§fgg&R££^& ^ k £ x z t # 

X'%&. Kim. RJ5?«+tJ±^ ( l ) it&Vak^. 
( 2 ) tt.-?t$S&mtEt&1Zlh^ Z9ls*isYmiit<7>ft 

20 tJ;0^(l)'(t^B!lt^(2)'(t^tt 

■?&$mtfihh$i&. m\Lft&ms&wmkLxn 
mzixx^hm&^mmthzkwx'Zh. nk 
R< i Wi'V)\smx'foht%r&. y vfory^-^j* 
xmizx o ^ »A4m&*m&i z tare* h . 

[0010] 

[HHH^ai *&>?H?>fl^t±. ^<xif**i:^^Ax 
f^ffl. mmmttL. mm&k ixcommwmz 
ti&i><r>x'ihh. tit.nd) Tmzixh^wms 

[001 1] 

[USS^] KIT. HSfi^^^L. **BB^m*Wt~itHJ! 

; ft^»3 ( 3 ) ; R 1 =*#tHW\ R 5 =T 
-fe^-A. R s = t-7'f-;l'y7i-;l'y!J;H 
1- (3-7 ? 3f^^-3->'i-;Hrl'y-/3-D-r 
7b7777y;H77yyKft^l) (683. 7 
mg. 1. 78mmol)WJy>(10ml)i(fii 

40 i:t-7W7x-;^ony7y (tbdps ■ c 

1) (9 28jul, 3. 5 7mmo 1 ) 5rJP^. SiST 
-HftSBtLfe. R*B«fcx^y-A*J|Bi. *iffiTS± 
Lfcftt'J ^yft^<^S^T'hAx>fcx^y-A 

ilYt^ilvh. ( 3 . 5 X 1 5 c m ; 2%X^ y-A/^' 
;dh^^) tciOSSL. #^>^5" -0-TB 
DPSft^ey^y ( l 0m l ) fcSfjBU «*BHg 

(503. 8jwl, 5. 34mmo 1 ) ^JDX.. ^fflT 
-Hffc^FLfc. RJGiKlCX^y-AtJlli. MffiT®* 

50 u tfy^yft*^<^i-ehAx>tx^y-A^ 



(5) 

7 

Ml. MET®* U: „ SHUte^'Ja^M^-A^n 
7h/77-f- (4x9cm. s\%y-y : SKxf-;P= 
3 : 1) fciDWRU 1- {2-0-T**Jl<-5- 
O- (t-yf-Z^^x-Zk^llyk) -3— f**s^- 
3-7x-yHrL'y- i 8-D-r5bV77y^/l'> •> 
5i^M-flteW2) (9 29. 3mg, IR*79%) £ 

[00 12] 'H-NMR (CDC I3 )Jp P m: 

I. 0 8 (9H, s, t-y^-tV) , 1. 92 (3H, 

s. T^&)V) . 3. 8 1 ( 1H. dd. J = 8. 1H 10 
z, J = 9. 5Hz, H-3' ), 3. 88 (1H, 
m, H-4' ) , 3. 98 (1H, dd, J = 2. 6H 
z, J = l 1. 7Hz, H-5' a), 4. 06(1 
H, dd, J = 2. 2Hz. J=ll. 7Hz, H 
5' b), 5. 32(1 H, dd, J = 2. 6Hz, J 
= 8. 1Hz, J = 8. 1Hz, H-5) 5. 59 (1 
H, dd, J = 5. 9Hz, .1 = 7. 9Hz, H- 
2' ) , 6. 10 (1H, d, J-5. 9Hz. H- 
1' ) . 7. 29-7. 67 (10H. m. 7x- 
)V) , 7. 8 3 ( 1H, d. J = 8. lHz.H- 20 
6) , 8- 30 ( 1H. br-s. NH) 
MS (m/z) : 607 {W-t-?+)V) 
[0 0 1 3Ht&!Bj2 (1. 45g, 2. 19mmo 
1 ) <r>mt*l-l<>m&. (30ml ) (CMCPBA (4 
53. 5mg 2. 6 2 8mmo 1 ) SrJpi., ^iST2 

04HtJ¥U:. Mix^TS y-C+Wft, ?onW 

a-ihws#c»b (20) w>. immzmMm 

?D?h^7^- (4X1 1cm, A.dptf-y 

f-A'= 1 0 : li5£V5%x.? y->V/7uuT\v\>J±) 30 

o~4 ox:«oen*siass+t-iftj5cBL^„ 

7A^07^77^- (4X 1 5cm ; : ft 

Rx^= 2:1) -ClfISS U fc£%3 ( 9 9 4m g , 

k$9 0%) immmt LT#£. 

[0 0 14] 1 H-NMR (CDC 1 3 ) Sppm : 1. 
08 (9H, s, TBDPS-t-yf-;!^) , 1. 9 8 

(3H, s, T-b^k) . 4. 28 (2H, s, H- 

5' ) , 5. 28 ( 1H, m, H-3' ) , 5. 68 40 

(1H, dd, J = 2. 2Hz, J = 8. 1Hz, H- 
5), 5. 82 ( 1H, m, H-2' )6. 66(1 
H, d, .1 = 6. 7Hz, H-l' ) , 7. 10 (1 
H, d, J=8. 1Hz, H-6) , 7. 39-7. 4 
8 (6H, m, 7x-;H , 7. 64-7. 69 (4 

II, m, 7a-;K , 8. 6 1 ( 1H, br s, N 
H) 

MS (m/z) : 449 (M + -t-7>^) , 389 

(M*-t-r^-BfflS) 
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0Hk^54 ( 1 ) ; Ri =tK*M^. R 2 =TU;K 

(2) ;Ri=*«§r^ R2=r»J;K R 3 = t-y^ 

##WC#;fcfc£*3 (50. 7mg, 0. lmmo 
1 ) bTVfoYVt+A&^y ( 1 5 8. 9ac 1 , 1. 
0mm o 1 ) ff)mt^^\y>mm (2ml) \ZT)V3V 
OX:k)TFZ'mi&ikxX ( 1 MiM^f-l^iS 
^[) (0. 5ml , 0. 5mmo 1 ) ZMl. 7B*Bj« 

m,ti. K®&iztmwmAi7m 1 *jni, m&izi>n 

Lfcft. ?nD*U (20ml ) T2@ttajL^. H 

ii;nvh/57<-(TLC) (2ft) (^-9" 
V : BHtX^= 1:1) TlstgU ft#fe4 (36. 
lmg. JRs£74%) ^^ayrtLT#^„ fl^5 
tOy^ygyfct. y^y-^Htry^-T (2ml ) 
TMWOSU SffTSS^TLC (0. 5tfc) ("v* 
1f> : BH»x-*-/k= 1:1) "Cf#l[L. ^^5 ( 2 . 
2mg. JK$5%) ^n-yTfcLT^fc. 
[0016] Ut&fa4) 'H-NMR (CDC Is) S 
(ppm) : 1. 07 (9H, s, TBDPS-t-7" 
f-/P) , 2. 29-2. 36 (2H, m, H-4") , 
3. 77 (1H, d, J = l 1. 4Hz, H-5' 
a), 3. 80(1H, d, J = 1 1 . 4Hz, H- 
5" b) , 5. 06—5. 14 (2H, m, H-5&H 
-4"") , 5. 8 2 (1H, dd, J = 5. 9Hz. 
J = l. 1Hz, H-3' ), 6. 21 (1H, dd, 
J = 5. 9Hz, J=l. 1Hz. H-2' ) , 6. 9 
4 (1H, m, H-l' ) , 7. 3 6-7. 47 (6 
H, m, 7x-*) , 7. 57—7. 64 (5H, m, 
H-6&7x-/H , 8. 90(1 H, br-s, N 
H) 

MS (m/z) : 43 1 ( M' - 1 -f^)V) , 320 
W-t-T^-B-l ) 

[0017] (M5)'H-NMR(CDCh) ff 
ppm: 1. 06 (9H, s, TBDPS-t-7f 
)V) , 2. 39—2. 55 (2H, m, H-4") , 
3. 61 (1H, d, J = 10. 3Hz, H-5' 
a), 3. 65 (1H, d, J=10. 3Hz, H- 
5' b), 5. 11 (1H, d, J=15. 4Hz, H 
-4""a), 5. 12 (1H, d, J = ll. 7H 
z, H-4""b) , 5. 69 (1H, dd, J = l. 
8Hz, J=8. 1Hz, H-5) , 5. 71 (1H, 
m, H-4'") , 5. 84 (1H, d, J = 5. 9H 
z, H-3' ), 6. 27(1H, dd, J = l. 5H 
z, J = 5. 9Hz, H-2' ) , 6. 97 (111, 
m, H-l' ) , 7. 33-7. 45 (7H, m, H- 
6&7i-*) , 7. 64—7. 66 (4H, m, 7x 
x )V) , 8. 2 0 ( 1H, br-s, NH) 
MS (m/z) : 43 1 ,3 19 
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(M*-t-y^-;p-B-l ) 

[00 18] ®ft^B}6 (sUl) ;Ri=*^M^ 

R2 = r u n, . R3 } cnmm 

ik&fa4 (5 5. 2mg, 0. llmmol)«fb5 
bKo7^y (THF) (3ml ) liZrrY'yf^V 
Ty^-^nyKfBmNF) (69. 4mg, 
0. 2 2mmo 1 ) ZMt. M&T 1 Wf mm L£ . R 
iJMt^^y-^ (1ml) ZMtynViS-MZ-kAl 

5X5cm ; ?>%^9 J-lV/WCJ-^^s) fcl *)» 10 
S!U fc#fel6 (2 5. 9mg, JR^94%) £^n-y 

[0019] (-fli'0%6) 'H-NMR (CDC I3 ) 
Sppm: 2. 30—2. 43 (2H. m, H- 
4") . 3. 69—3. 73 (2H. m. H-5" ) . 
5. 09—5. 14 (2H, m, H-4"") , 5. 6 
5(1H, dd, J = l. 5Hz, J = 8. 2Hz, H 
-5) , 5. 69-5. 79 (1H, m, H- 
4"'), 5. 83(1H, dd. J = l. 1Hz, J 
= 60Hz, H-2' ) , 6. 25 ( 1H, dd, J = 20 
2. 2Hz, J = 6. OHz. H-2' ) . 6. 94 
(1H, m, H-l' ) . 7. 80 (1H. d, J = 
8. 2Hz, H-6), 9. 50 (1H, br-s, N 
H) 

MS (m/z) : 139 (M*-B) , 108 (M*-B 
-CH2OH) 

[0020]<3Kfc&ft7 {*(2) ;Ri 
R 2 =T'J;K R 3 =*SMT( <OlHK 
fl^%5 (17. 7m g, 0. 0 3 6mmo 1 ) OTH 
F(2ml)»Bu4NF (22. 7mg, 0. 0 30 
7 2mmo 1 ) £Jo*, ££T 2 BJflSStff Lfc. RUM 
W^/-^(0. 5ml) £Hnz.ti&7v 'J ^-/W= 

x2cm: 3%x^y-^/^na^f^y) 

SfU (6. 6mg, JR^7 3%) JyO^T 

[0021] Uk&fa7) 'H-NMR (CDC 1 3 ) 
Sppm: 2. 41 — 2. 50 (2H, m, H- 
4"), 3- 58 (1H, d, J = l 1 . 7Hz, H- 
5' a) , 3. 69 ( 1H, d, J = l 1. 7Hz. H 40 
-5' b) , 5. 12—5. 17 (2H. m, H- 
4"") , 5. 68—5. 77 (2H, m, H-5&H 
-4"'), 5. 88(1H, dd, J=l. 1Hz, 
J = 6. OHz, H-3' ), 6. 28 (1H, dd, 
J = 2. 2Hz, J = 6. OHz, H-2' ) , 7. 0 
3 (1H, m, H-l' ) , 7. 32 ( 1H, d, J = 
8. 1Hz, H-6), 9. 00(1H, br-s, N 
H) 

MS (m/z) : 108 (M'-B-CHiOH) 

[0022] 9mm2 50 
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(2) :Ri=**sr^ R2=^7*y. R3 = t-7ir 

#^jT#*ft£tl3 (4 1. 5mg, 0. 082mm 
oi)th VX+A&VA&T—V (10 9. 3 ^ 1 , 
0. 82mmol ) ff)mt*^V>mm ( 2 . 5ml ) 
Cr/l^^TF. - 7 O-CiyTTHJ&ftxX ( 1 MS 
-fl^f-V^S&ft) (0. 4 1ml, 0. 41mmol) 

iMiimasmLti. Rjmimmm^mt. m 

attk't^^nn^A (20ml ) T2IH«iajL 
®!fe£TLC ( 2fe) (a.^e-9-^ ; &I?Xf-;U= 1 : 

1 ) t-rasu K£ft»&t9cr>2 ■ ivm.&to (24. 

9mg. IR*64%) fc^n-yrrfcl/ClSfc. 
[0023] ©ft^fiJlO ( 1 ) jR^tK^JS 

f - R 2 =i/7y. R 3 =*5&im aiflfcAfti 1 <^ 

(2) ;R i =*.mm.T. R* = isTS. R 3 =*5?ilSC 

^^%8fc9i0^^ifi5 (78mg, 0. 16mmol) 
OTHFijft (3m 1 ) |;BU4 N F ( 1 0 lmg, 
0. 3 2mmo 1 ) ZMl. M23T2eHSitJ¥ Lfc. K 
ifciKfc^y-^ (4ml) ^Jn^7n'J^'-;HC^ 
Lti&. y'J*7';W7A^n7f-/57^- (2X2 
cm : 2%x?y-;l,/JS<fty.^U>') fcj: OflfKU 
ft#B)10fcl (37. 2mg, JR*99 

%) J-/D7 7fcLT#ft. 
[0 024] 0Kt^?12 <5*<1) ;R»=**H 

(2) ; r> r»=>'TA r»=t*^ 

)V) v&mtt&Mii o k i icr>m.sm ( 34 . 5m g , 

0. 1 5mmo 1 ) Otf'jyy { 2m 1 ) g«££t*t$i 
i?(3 5. 4A£l, 0. 3 7 5mmo 1 ) ZMz.. 
T-HftSfPLfc. K£i«tt=x*y-/P (0. 5m 1 ) £ 
an*.*:®. METS* L t 'J s^fttfiHi 6 itx^ y 
-;l--i^xyc©*Lft. Se^^TLC (2&) 

(«^fl/y:i;7-/H50 : 1 ) TftSU fll 
3flll2 (21. 8m g, Sm5 5%) Z&&tLX. 
ft-^fel3 (8. lmg, JR3£21%) ^yD-y/tL 

[0025] Ufc^HHal 2) 'H-NMR (CDC Is 
-CD 3 OD)tfppm:2. 15 (3H, s, T"fef- 
)V) , 4. 36, 4. 54 (2H, 3-asd, J=l 
2. 1 Hz. H-5' ), 5. 75(1H, d, J- 
8. 1Hz, H-5) , 6. 27 (1H, dd, J = 

1. 1Hz, J = 5. 9Hz, H-3' ) , 6. 40 
(1H, dd, J = 2. 2Hz, J = 5. 9Hz, H- 
2' ), 7. 19 (1H. m, H-l' ), 7. 27 

( 1H, d, J = 8. 1 Hz, H-6) 
MS (m/z) : 27 7 (MM , 1 66 (M + -B) 



1 1 

[0026] (-ffc^l 3) iH-NMR (CDC la) 
<?ppm: 2. 1 5 (3H, s, T^lV) , 4. 2 
7. 4. 48(2H,#asd, J =11. 7Hz, H 
-5' ), 5. 86 (1H, d, J = 8. 1Hz, H- 
5), 6. 23(1H, dd, J=l. 5Hz, J = 
5. 9Hz, H 3' ), 6. 38 (1H, dd, J = 
1. 8Hz, J = 5. 9Hz, H-2' ) , 7. 15 

(1H, d, J = 8. 1Hz, H-6) , 7. 18 (1 
H, m. H-l" ), 9. 03 (1H, br-s, N 
H) 

MS (m/z) : 277 (M + ) , 166 <M*-B) 

[0027] m&m3-6 

( 1 0 13S) £ - 7 Z°CX-&.mmtX. *%mc&toi 

*Wm&to : R 1 =*^M7 . R 2 = 2 - jC*H,7 U 
;k R3 = t - -r*A,$?y x U A- 

(1) -75X, 5$ (2) --5% 
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1 2 

KJSSfS: 71^13 

(§Utfia|4 ) #fg^ Sft&Hi ; 1 -X+*\f=&h\) 

*3£BJHfc#Bj : R 1 =*MFF, R J =T-feb-;K R 3 
= t --f+frv* <f-)V7 x -)Ws 'J A 

fc3«<2)"-MPC51X(*(l) : 
(2) =6:1) 

[0028] <£ilW5)*«ir>f*fc£ft; 1-7* 
10 ^h'-yPf'J^f-^v-'J^x-x^ 

**flft^ : R 1 =*SSH\ R»=7xt^, R 3 

= t - y^vi^y x y ^ 

K*:5U1) t^(2)^fhT61% : 
(2) =6:1) 

ao^fa: 0. s*m 

( 6 ) 4M*4 mt-Sto ; 2/ 9 o^t^ h 'J > 

*8tfm&Hi -■ R 1 =*sHHT-. R ! = ^n\r^y^ 

20 1R3S:5S ( 1) -68%, 5$ (2) -2% 
JxJ&QfS: 0. 5»5tSI 



